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prepared using a general chemical synthetic route based on
a one step 1,3-cycloaddition reaction, as depicted in Scheme
2:
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[0393] 2-Sulfolene which is non-substituted or substituted
at the 4-position (optionally by chlorine, bromine or
acetoxy) is reacted with an equimolar amount of an N-hy-
droxybenzimidoyl chloride, or an analog thereof wherein the
phenyl moiety is replaced by a different aromatic moiety
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(not shown in Scheme 2 for the sake of simplicity), for two
days at room temperature in benzene and triethylamine. The
reaction is regioselective (99% regioisomer of interest), and
the product is purified by crystallization with ethanol. The
N-hydroxybenzimidoyl chloride or an analog thereof is
optionally one such as used to prepare a compound
described in Example 7 or 8 or in Table 2.

[0394] The activity of the obtained compounds is evalu-
ated according to procedures described hereinabove. The
effect of substituents at the 4-position of a sulfolane ring on
activity, and the interplay between the type of substituents
and type of aromatic moiety is determined, so as to identify
compounds with enhanced activity.

[0395] Although the invention has been described in con-
junction with specific embodiments thereof; it is evident that
many alternatives, modifications and variations will be
apparent to those skilled in the art. Accordingly, it is
intended to embrace all such alternatives, modifications and
variations that fall within the spirit and broad scope of the
appended claims.

[0396] It is the intent of the applicant(s) that all publica-
tions, patents and patent applications referred to in this
specification are to be incorporated in their entirety by
reference into the specification, as if each individual publi-
cation, patent or patent application was specifically and
individually noted when referenced that it is to be incorpo-
rated herein by reference. In addition, citation or identifica-
tion of any reference in this application shall not be con-
strued as an admission that such reference is available as
prior art to the present invention. To the extent that section
headings are used, they should not be construed as neces-
sarily limiting. In addition, any priority document(s) of this
application is/are hereby incorporated herein by reference in
its/their entirety.

SEQUENCE LISTING

<160> NUMBER OF SEQ ID NOS: 2

<210> SEQ ID NO 1

<211> LENGTH: 18

<212> TYPE: PRT

<213> ORGANISM: Artificial Sequence
<220> FEATURE:

<223> OTHER INFORMATION: short peptide sequence (EPE)

<220> FEATURE:
<221> NAME/KEY: MISC_FEATURE
<222> LOCATION: (1)..(1)

<223> OTHER INFORMATION: N-terminal conjugated to myristic acid

<400> SEQUENCE: 1

Gly Gln Leu Asn His Ile Leu Gly Ile Leu Gly Glu Pro Glu Gln Glu

1 5 10

Asp Leu

<210> SEQ ID NO 2

<211> LENGTH: 18

<212> TYPE: PRT

<213> ORGANISM: Artificial Sequence
<220> FEATURE:

15

<223> OTHER INFORMATION: Scramble (Scr) peptide amino acid sequence

(used as a control peptide)
<220> FEATURE:



